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n- (cH,)«-a*«- <agn— m— ^ 




»1 1 9 <*>fift . nlJ2K12 W»J5t. 
[tt*a 2 ] 1 l=Cft«TS HNMc****-* 



(I) 



ft R* N— <CHj>n— 



Hfc2] 

X*— (CH J )«-CO»l- (CH,>n— {f— ^ 




(n) 



H,C=CHCCNH- (^o — N — ^ 



or ) 



(fc4] 



(ffl) 



+ . nll2Kl 2<0fflS«-^f. 
tyi— (CHj) n — -N*""^ 




(IV) 



a 



StIV*, n«2*»^ 1 20fi«$-jjr*-. 



20 



30 



40 




M NHBn 

sSV«K R***<Oi:*. R'tt, «sr»l-8r4HWB 
UT fe i ^TA* y -f A*, ttXft 1 -^8 "C4H*ft 

frtrurtivvNnr^y'fA*. **ai-i 2r 
**LTt,J:i»v?x=A>Tyn»y4A*. #HMti~i 

1tm*Hl,X*>X^7*J*lsTA'*lS4il*k* &Sft 
1 -8tMI»tLT t JCWT *9**>*jl<#=* 
X. ^R1^8T4M*ft**bT«»J:vv'>oTrto* 

*. nU2^120a»&^rr. 
1*7] 



R rN-(CR i )n— N-^ 



OCX' 



(VI) 



50 



*fcWLTti^7x=A'T;V'^y^A'». «*ftl~ 

ft 1 -8T#W*Z1iLXt> jL\.*T*3*is1in,*t=Jl> 
2. fi8Rftl-8T-«-«««-WLT«»J:Vv/Nor/W3^ 
i/tlA,X-Mk, **Ull«I5»l~12T"<.V-tr>« 



3 

I. nl*2**M 2<rm3kZ7FTt. 
Hfc8] 

o$c » 

R. R'tf — ot^ror^oyv. -hafti^h 
* . nl± 2*>4 1 2<DWft**r?\ 
[fc9] 

R R'N-(ag n — nh o 

3tVIII«t>, RjW**Ofc*. R'll. #8Mtl~8T^ 
4HH£*LTfcJ:vvr/l<;$y-f/uft. *HR»l~8T'# 

2T"0-tf>'aLh/\ay>', -hoftSt^iXKyl 

*. nli2*»£l 240B»£j}r*-. 
[0001] 
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4 

(0002] 

ttTU^-JH<OrtIb6«ffi3/LT4J 0 , -toft. MM: 

ru/py> (r- - **) n&ss. puva 

(V^PJ'-jaWftJHHWt) Kg. W!7^^>K 
10 *t,<0Ttt^r<. W^fa-f KJWfflWtt. fitfuttlA 

wwan«xtcj:*&*^«i • ^oares • mil ■ 

mm. • iH&sm&znmtmim&t ^tt^. * 

27 [stople 16] 597-602. 1 995. 

Hfcftft. 27 [aapple 16] 603-609. 
19 95). TMr-ttUUtj^taa^TJi. Th 1 

-ttct>*>T h 2flBStt<0ttS(Cft 9. Th 2JHfc&»& 

**k«r->TV**. *-»T. Th2«fi«a«W»f* 

[0003] — KtZ. SWKJfuifc h*>AMK3£|[*& 
-W* t &440kt 4~8l«BttfcJfc*fc* 924-4 

TA-»fc*f. ♦HTttI gE-RWBbW4tiIfi 
ate phase reaction of the type I al lerxyTJi 9 . T 

it*i5t:«rr>fc ora^c*. maaut. 27(5). 

564-574. 1 99 5) . itfJJrdC. TMf-tt 

^s^tt«ia««5irrtr<-«aHfflft:«,Bw.) tmst 
[> [0004] xfc. *»»ofl:^iit«i«Lfefl:A**» 



(4) 
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«o*»£tti:$.->-o>*. vita. 1 1 H--f 

|p><f n*jirrft« i — f vrfA- 1 h— f 

V[4. 5-c] *yU>-4-TS>' <-f 

LTV»<o**I«l.TH* (R*ft»HBl 4 5 
34 0#. *Sfi«WB4 6 8 9 3 3 8*. %JB8ft&4 
698348*, *fi»»WS4 9 2 96 24*. Rfflff 
«F*3856 30*. *SWfWI5 34 6 90 5# 

fcm»¥3-264 56 2#£H!*SitTV^#. fflR 

(0005] * 
X 



10 



[0006] 
[0007] 




)--CO«-(CH l ) n — N-^ 



(I) 



30 



[0008] 3*1 +. XI±*aw^4ftttyNo^viHP 
**fcU mttl*»*,90>M*fc. nli2*»^12<0« 

[0009] (2)±C(1 ) <CE»<DTS 

[00 10] (3)TE*IIT«$h.*iCI<orSHDI 

[00 1 1] 
(fcl 1] 

X' (CH l )«-C0MI-(CH 1 ) n — N — ^ 



(n) 



[00 121*11+. X'l^uy>W&-Z*i>U m 
ttl*»69«0fflgtfc. nl±23&»4,l 2<n&kf:^rt. 
[00 13] (4)TE3«rT3i;S*l.*3«wr5Hli! 

[0014] 



* [0017] 



Hfcl3] 



H,N- (CHpn — N — ^ 



(m) 




(00 181*111+. nii2*»*12<OfflK*ij**% 
[0019] <6)TE*IVT*S*l.*stl<0T5K» 

[0020] 
Hfcl4] 



HjN- (QLJn — H — ^ 



(IV) 



N "CI 



[fl:i2] 

H,C=CHO0NH- <«,)„— N-^ 



OvC, 



<n' ) 



[0021 ] 2WV+. n«2*»4 1 2<0WktS^". 
[0 0 22] <7)TesJ*-C*S#i*#l<OTSK«HI 

[0023] 
[fcl 5] 



8 R , N-(CH 1 )n— N— ^ 



[00151*11'+. nl*2*4 1 2«0*»*ijrr. 

[0016] (5)T»3«iiiTissit*5eiorsKa 




(V) 



[0024 J*V+. R#**tf>fc$. R'tt. ««ftl 



(5) 



h*i'l»S*#LTfcJ:V>7xX*TA';7>''fA*. 
^A'tfXA'S. **ftl~8T»<ttB*?rLTtJ:kv\ 

■T. 4*:. R. IT**— oizk-iZ'wiyy. — ba*> 

€-»*T4. nli2*>6l2«>»t*>i%-*-. 
[0 0 2 5 J <8) TieSCVIT*Siv4JCl»TS FBI 

[0026] 

[ft 16) 

K R'N-(CH I )n — N — ^ 



8 
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10 



Ov^C 



(VI) 



[00 27] *V|i*». R#**<OfcS. R'tt. 
l~8T^««tWUT€J:^r^y-f/wa, KXft 
l~8T^W»tirLTt>J:tv\nTA'^y-fA«. #J 
fai— 1 2T*^^ym±.f\xiyy, — bvthh^i. 
X b * ^WHtiti IT LT 1 1 k *7 x x/UT/l';* J 4 A> 

as. «a«i— 1 2T*0'-tf>'aLb/\oy>\ - hq*> 
*^±> N4f^«9**irUTtJ:v»7xy^rA'* 

*S^*#X*S. ***l-8T»***m,Tt,J: 
»v\oTiUa^^j»iMe=A4l. **nttfla»l~l 
2.T"C5H£>*i/May>\ =ha**v^tt>h#i« 
MS&WLT t» J: v>7x=iwr^3#>'Xrrt'.1i=4^ie 
*rf. l7t. R, R'*«— 3tc^r-»Ty\oyi'. — bu 

[0028] (9) TaESCVIIT«S*l.*3tl<or5 K» 

[0029] 
[fcl 7] 

R H" N- (CH,)n— NH 

[00 30] *VII*. R#**Ofc&. R'|±. ftjgft 
l-8T#««J-WUTt.J:V»rrt'^y-r;m. tffjRft 
!~8T4rtait<rUTtJ:Vw\oT/^y-f/H|. & 



JRR1-1 2T^>-tr>iJU:MDyv. x|.ufc*v*tt 

* h*i<*»**«LTLJ^7xX/Ur*;» 

a. «*» 1 — 1 2T^>Hym±j\oyy, —but> 

h^»«m»irLTi. J:v»7xy*^r^ 

y'-r^ ittSWRl^S-p^HWRi-WLTtl^r/Wa 
#^A^f^W«. JftXftl-~8T'#<£M£'*fLT& J: 

2ro-tr^aLh/\Dy>-, -bo**v»ii^h^i^a 

wrf. Jtfc. R. R'** — oiz&-yT'\ayy, zho 
Aim** K*i^«J**«-*LTt J^^fHBtt-f 5 
K8iB*W-4. ntt2*»^»l 2tf>fflStarr. 
[0031] (10>Te3$VniT«**l*5SI*>T5 

[0032] 
[fcl8] 

R R'N-(aVn— fffl 



20 



(«) 



[00 33JSCVI11*, R#**«>fcS. R'tt, ft* 
• l-Sr^MWir^tTti^T^y-fim. StX 

2T'<>>-*£>'m±.'sayy, ~ba$>2 > \,\ 

X. Saw* 1 — 1 2T'<.>-fcf>'aLh/Noy>'. - hoi, 

-MA*. **Rl~8T4MaSfc*rLTCJtW*T/U=i 
30 *'>*A,n(=JUm % «*ftl-8T»«H*WLT<.J: 

2T^V-tf>«±y\Dy>. -hofc*mi;><h4rv-E 
j»*#LTiJ:vi7xX^XJU3:*i'j&/U;KxA<«£ 
*rf. irt:. R. R'# — "Hzte-yT'suyy* — bet 

[0034 ]*V, «V1. JCVIItCtJ{t*R. R'J±7S 
^*0>«KTftO. IMUCtt. T-te*-*. 7*Olf*= 

40 b*'>Xnl>#=Jlr, iso-7'h^^/U,-tJ-/U. tert- 

[ 0 0 3 5 ] 3fil<0fc£HK0B«>WC»«L 5 *BW4lB 

RIB. "7 W >K. 7-7/Hfi, ^i^K. U yrf 
ffl-bac. ^x<7K. xfyxArTbyn. p-h/t/x 

[0036] 



<6) 

9 

S FBI**!*. mtVUTti J; 3 1 Itttti: fc*» * [0037] 



a • 
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(1) 
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x 
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tri-aay.— 




<S) 





roo 38] xe ( i ) i=*vvc. asiHwrc*>**jx 

Xf7-UXA^)3W6 <Cha«.Ber.. 1918.51.1500) * 

v^-t = >^ y r = y «a*fc4Hajo3ra: <s»th.Q, 

—m.. 1990.20.2599. J-Med-Ow. .1988.31.898, J.Qr 
«.0«m.. 1981.46.2455, J.4«r.0».Soc.. 1941 .63.852 



40* [0039JXH(2)t=*»^T. -hogg^TCUa 

10040] X1S (3) tl*JHT. 5SVUOfc£**h 
[004 1 ] XS (4 ) <=*vvc, *CVI*Hfc£**>T$ 



( 

1 1 

tert- fh^-yf] jUXz^u ( Bo c ) <0*£»i38S£1§ 
(2) <^*&U*ft*»-P»*a»W6Ci:tcJ:oT 
[ 00 4 2 ] IB ( 5 ) tztttvt . a^3S(mt4X»' 

[004 3] IB (6)t=4JV^T. Jt—b*u-r (Wt 

[0044] XS (7) fc*WC. K«ffl«U:0*Wk 

/t?*"w»tfc fee****** (**(,<&. *«> + 

[004 5] XB (8) fcriivvc. 3t!Il*>fc£1fc*/\ 
D7^*yKi k teas*** (fcfc xtf , N.N- 2 
y>tW^AT S H ) «K BSttft&ff ♦ 

[00461X8 (9) lz&\,\X. XXUOit&MiStta 
*^7SH. >^y-A-, X*y-/K n -7D/V 

[00471 *J6«H<03ei 1^*3*1.* T 5 FRiWfc&tf 

tew!* tTen&i^Nant:«fljMiitca^*it 
*, iwb. «t&*^ neu,, ssfl^ R ^ 

mtm. saw. «mw. akh. am*. 
*ktT«. K&m. tt&m. mm, num. «* 

W. B*«. Bflfln. MR. jubh, 

m. mam. *wi»if*«»»f4,ii*. 

[00481 3Cl<Offc^WlV-t<0lW«rtItt. #4 1 50 
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[00491 xiwb&M&wmttmi. wmt 

[0050] 

mmmtzx^u^t^>mem 

•r-^tt. I RW h/WiB*4Ht I R— 81 0. 1 
H-NMRW MHi Varian Unity 400 MB Afoara 

[0051] (StttMl) 

4- T3- «yy<>**^wot.yg y) tdh 
^7-5 yl -2-»OP-1 -;Htfyu^ 

2.4-y?oo-3-iH«/!»yo.l9« (0. 
768wol) (•0^nof^^A^|C=A^) - 

1.3-^0/^5^ S>«0.1 6* (0.768— ol) 
€rMJX*-/VTS >-5»l*. 70rCUSLTlWn 

-f-^VtsmrU *8t, tttt(MgSO«)(|. mifr 

7 -<CftL. n -^**fy-mmx.+A> ( 2 : 1 v/ 
v) »asM*CJ:9. 4- [3- l<yiSn*M*s#A, 
*-^T5y) 7Dt*-7S/] -2-^DO-3-X 
hD^-;yo.27g (0.65 1—1) 

*. 

[0052] 'H-NMR (CDC 1.) ff (pfm) : 1. 
79 (2H,m) . 3.35 (4H.m) . 5.02 (1 
H.br) . 5.18 (2H.a> . 7.15 (IH.b 
r> . 7.37 (5H.m) . 7. 5 7 ( 1 H. t. J=8. 
Ofe) . 7.73 (lH.t. J = 7. Site) . 7.90 

(lH.d, J -8.4Hz) . 8.21 (lH.d.J-8. 
Ote) 

[0053] ($QtM2) 

3-r;y-4- rg- f ^ v ii^^ 
gy) -2- »oD*y»v^ 

4 - [3 - co-y^^rt'foi'riy) roe 

rt'TSy] -2-^on-3-xho4f>'y>'0.27 

5 (0.6 51ml) trjtrs-JUlOnX&BMl,* B 
tttt 1 «1AWR»0 . 2 2 fit ( 0 . 3 9 OmdI ) fcatfJK 

*t8«t*»t, wtx-wciteisu *«*Tat*. « 
y*y^5A^o-?h^97^-«cftu ^dd** 

A-jt^y-A- (30 0 : lv/v) «UB»fc±9. 3 
-TSy-4- [3- (OyAor^i/4rjP4C5A.TS 
s) 7De*7S/J -2-^oo#yy>o.i 2« 



1 3 

(0.3 12-oI ) *mtt€M*b tT»3t. Z<nh<n 

10054J>H-NMR(CDC1 > ) * (pp.) : 1. 
76 <2H.m) . 3.30 (2H.m) . 3.42 <2 
H.q.J=6.3te) . 4.21 (2H.bs) . 4.44 

(lH.br). 4.92 (lH.br) . 5. 16(2 
H.s) . 7.30-7.39 (SH.m) . 7.46 (2 
H.m) . 7.89 (2H.m) 

(0055) (XltA3) 

1 - f 3- «> is *nnK^H,TZ s\ tbk 
^1 -4-ynD-1H-^g r>/f4. "i-rl*/ 

3-rsy-4- [3- {*>>i?A,***sim,#=.fi,T 
sy) me^rsyj -2-^ddvj>'0.i2 

S (0.31 2— 1 ) tChUX-f-^/kh^^-hO. 
52«1 (3.12—1) &Bi. 10 0"CCaa»LT3. 
5«BB«fLfc. RJ6»*»EET«»LT, l- [3 1 - 
(^*^^*i';a>/^iJ^=A,r5y') rot*] -4- 

^oo-iH-fS^/[4,5-c]#y"jyo.l2 

* (0.3 04-on tmmtmtt lxwz. cot 

[0056] «H-NMR (CDC It) 0 (pp.) : 2. 

24 (2H.m) . 3.36 (2H,q,J=6.4Hz) . 

4.6 7 (2H.t. J = 7.0Kz) . 4.95 (lH.b 

r). 5.14(2H.s). 7. 3 1 -7. 3 9 ( 5H. 
m) . 7.6 2 (1 H.t. J=7.8Hz) . 7.71 (1 
H.t. J=7.8Hz) . 8.0 9 (1 H.s) . 8.1 3 

(lH.d.J = 8.4Rz) . 8.21 (lH.d.J-8. 
4 Hz) 

I0057J (55ltH4) 

* ~ ( 3-TS yrpKit.) -4-»nn- i u-j g 

1 - [ 3 - ( O isAs** isinu$-i\s-r 5 y ) me 
A"] -4-^DO-lH— f [4.5-c] *y 

'JV0.128 (0.304— l)CJMfc**-iW[3 
3X] 3«I«:4ii. SfflT1.5l«fflSBfLJt. RES 
fcMBETWU a»{=lN-*|M:-hhy^ -McjRB 
2Kf*«*frlni^oo*^A'C50»aiL>t. IBB 
(NatS04) <i****ET»*U «**^y*y 

^y-/W-3 2^B» ( 1 2 : 6 : lv/v) 

iO. 1 - ( 3-TS>'7TJtrA') -4-700-1H 

fsrv[4.5-c] *vy>-i«ag6 0« (o 

1 8 7—1 ) *iR*feffl*t LTltfc. ;<OfcW>« 

[0058] 'H-NMR (CDtOD) * (pp.) : i. 
94 (3H.a) . 2.3 9 (2H.m) . 3.1 2 (2 
H.t. J = 7. 8Hz) . 4.82 (2H.t.J=7.2H 
2) . 7.70 (2H.m) . 7.9 7 (1 H. d. J =8. 
OKz) . 8.27 (lH.d.J=8.0Hz) . 8.4 1 5C 
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(lH.s) 

[0059] (%ltM5) 

l-<9-TS/7D^ -iH^.^.r f1 | l! 

-cl^yyv-4-rgy^g 

l- (3-rsyrotr/w) -4 -^dd-ih-t s 

rvr4.5-c]*yy>.a«a a60w(0>187 

-ol) **£BWES*fc:A*u o.lJfctf 
H&rFimT>*-T 5.1 frfti . ISOrCttRLT 
lfcMtfL*. »B«t«ffTWiL. 

10 *=^LiN-*«Mk^hy»>A*»«o.5«itaDi 

o-rsyraw -ih--< =ry [4.5- 

c] ^yy>-4 -TS>-1 ] V (0.0455—1) 
taWfeWOSA (mp : 243— 245X: (#*) ) 

a*. 

[0060] IR (KBr)cr' : 3320. 317 
0. 1650 

'H-NMR (DMSO-di) * (pp.) : 1.93 < 2 
2D H.m) . 2.57 (2H.t.J=6. 61b) . 4.64 

(2H.t.J = 7.0te) . 6.55 (2H.s) . 7.2 
6 (lH.t. J-7.2HZ) . 7.44 (lH.t.J = 
7.4Hz) . 7.62 (lH.d.J=8.0Hz) .8.12 

(lH.d.J=8.0Hz) . 8.19 (lH.s) 

[0061) (XttM6) 

4 - T3- (t^-y^^^^ gy) me 

2.4-y?DD-3-rhD^yyyo.5 9g (2. 
4 1—1) aVN- (tert-rb^^^^U) - 
» l,3-7n/^y7S^0.4 2g (2.4 1—1) £ 

M)xf-/PTsvi o.i«p. 7ortcaaiLTi. 5* 

HBWPUfc. JSEThyac^r5>t«£L. BS* 
*Hfc**-Ui'ld8«U *3£. tt« (Na»SO«) ft* 
BETWiUJt. H*$-j«^y- A-TMJf-aU- rLT 
STOU 4 - [3- ( tert- rh^r^^-nr^TS 
y) Ttse/l-rsy] -2-^na-3-zhn^yij 
>-0.6 1g (1.6 0—1) (m P : 159 

~1 6 lie) t LT»fc. i«tW>4hJl£?9eWr-^tt 

0 [0062] IR (KBr)cr' : 331 0, 168 
0. 1 580 

»H-NMR (CDC la) 8 (pp.) : 1.5 0 (9H. 

s). 1.77(2H.m). 3.27(2H.q.J-6. 
1Hz) . 3.36 (2H.q. J = 6.0Hz) . 4.82 
(lH.br) . 7.37 (lH.br) . 7.55 (1 
H.t.J=7.8Hz) . 7.72 (lH.t.J-7.71 
z) . 7.89 (lH.d.J=8.2Hz) . 8.27 (1 
H.d. J -8.4Hz) 
[0063] (X*0f7) 

1 3-Tgy-4- f3- U S £ = Z}^£j k £ S j kZ 



(9) 



1 5 

gy) ypgjurg 7] -9-» on »yu^iS 
4- C3- ( tert- 7 h*>-#A#.=A<TS ✓ ) rot: 

8 (0.70»ol) *x*y-A.7«lC*JKU 8{tt 
rim • 2*Wfc0.55g (2.45«ol) fclDil 

•asttnaaau:. 2 n-tv^-t* 

K*«t. ^on^AT2Ett{fiL. (*«*) . 
m(Na>SO«)tt. *ETS«*«£Lft. SS* 

ty-IWif^ ( 1 : lv/v) SajWHcfcO. 3- 
7*5/ -4- [3- ( tert- 7 b* is1j)l>i£—)VT 5 

/) me^rsy] - 2-?nx3*s y>o. i5g 

(6.42 8-0I ) ta»fe|SJlt L/C»ft. 

[0064] 'H-NMR (CDC la) * (ppa) : 1. 
49 (9H.s) . 1.7 3 (2H.m) . 3.29 (2 
H.t.J«6.2b). 3.35 (2H,q. J=6.0H 
z) . 4.28 (2H.b a) . 4.60 ( lH.br) ', 
4.75 (lH.br) . 7.44 (2H.m) . 7.87 

(lH.d. J=7.6Hz) , 7.94 (lH,d.J = 7. 
6H2) 

coo65) (mmms) 

l - r 3- ( t e r t -TTK*^i»;bdf-;UTg J \ 7 
3-7S/-4- [3- ( tert- r h * A* :=./UT 

S->) Tti^rsy ] -2-^DD*yy>o. 1 5 

S (0.4 2 8-ol) thUl^/Psr/Ph*^— hO. 
3 6al (2.1 4hoI) fcaniT. 1 0 0*CT2SHa$ 

U ?oo5fc/w»->^./—./i, (150: 1-^1 0 0 : 
iv/v)»fflB*t:j:0. l- [3- (ttri-7h*is 
tri\,#-n,T$S) mir/p] -4-^nn- 1 H->f 
S^V[4.5-c]^yy>'0.14« (0.388h 
») fcfife*)* (mp : 1 5 5-»-l 5 6*0 4: LT# 

[0066] IR (KBr)cr' : 3380. 168 
0. 1 520 

'H-NMR (CDC Ij) * (pp.) : 1.47 (9H. 40 
s) . 2.22 (2H.m) . 3.30 (2H.q.J = 6. 

4Hz) . 4.68 (2H.t. J=7.2Hz) . 4.7 (1 

H.br) . 7.6 6 ( 1 H. t . J =7. 6Hz) .7.72 
(lH.t.J = 7.6Hz) . 8.09 (lH.s) . 8.1 

6 (lH.d.J = 8.4lfe) . 8.21 (lH.d.J = 

8.4Mz) 

[0067] (S6HW9) 

1 ~ <3-TS>"rpeil) -4-»pp-l H-^g 
W T4.5-C1 »V')v^* 

1- [3- ( tert- T h * y jO/Vtf-ZJWT a y ) TD t SO 
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-4-^OO-lH- f5rV[4.5-c]*y 
U^50« (0. 139 ■»!) *«HfcX*a,>'3«ia» 
ML. r>y 7*4*0980. 1 lal (1.3 9^) £j, 

iaatri swift. «m*«et««u bsbc 

1 N-*»W- r y -7A**« 1 al 
?oo*rt^?5BaiBU <C* (NaaSO* ) (USEE 

*«tr)Thy^Ai^-M.Tffie»*rau 1- 
o-rsyrot*) -4-^oo-iH-^ srv 

[4.5-c]*yy>-i4« (0.0536«ol) fi-fi 

[0068] FR (KBr)cr' : 3400. 159 
0. 1510 

'H-NMR (CDC la+CDaOD) * (ppa) ; 2. 
06 (2H.m) . 2.72 ( 2H. t . J =6.8Rz) . 
2.98 (2H.br) . 4.64 (2H.t.J-7.0B 
*) . 7.57 (lH.t.J»7.6te) . 7.61 (1 
H.t.J = 7.6Hz) . 8.03 (lHs) . 8.05 
(lH.d.J-S.OHz) . 8.1 1 (lH.d. J-8. 
Ob) 

10069] (HEMMIO) 

1- (3-TS /trpe/M -1 q-^gwfi.t 

1- O-TS^TTrtiP) -4-?nn- 1 H — f S 
//[4.5-c]^/iJV14i|(0.0536«>l) 

Lfc. RlNfttWETWlBL, BSdl N-**Ht-r-r- 

y7A*»aEo.3ritini»aatot*TKux. 1- 

(3-rsyroeA<) -ih-< f srvu.5- 

c]#/!)y-4-7SV8« (0.033 lal) fc 

ft. 

[0070] (xitmi) 

1 - [3- (tert-r^^A^A-TSy) 7DK 

a] -4-?do-ihh sry [4.5-c] =*y 

yV30ag (0. 0831aol) f^-^T $ ^ 1m1 
fcfci. 1 5 0T3=anfSLT3*HHlffLft. 9££FF3i 

•*^>^ats>***l. 1 N-**t*m*ST* 

i«t>^U>T2HttaiLft. fflMS-ftWaK** 

^hy>A*jsara»u «KNaiso«)tt. « 

ffFWIt«*Lft. Btt»^y4ryA^?jb^n7K 
^57-<— fcftU. ?ooiftrt'A->^y — /ir (15 
0: lv/y) jfajM^HCiO. 4-^*75/-! 
- [3 - (tert-rr*S^/Mfcz4,T5y') roe 
A-] -1H-- fS^y [4.5-c]^yy>35« 
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(0.08 1 laol) £&fe»lfc(mp : 171— 17 

10071] 1R (KBr)« » : 3330. 170 
0. 1 590. 1 540 

'H-NMR (CDC I 3 ) & (pp.) : 1.46 (9H. 
s>. 2.1 8 (2H.m) . 3.25 (2H.m) . 4. 
57 (2H.t.J = 7.0Rz) . 4.64 (lH.b 
r) . 4.9 5 (2H. d. J = 5.2Hz) .6.05 
(IH.br) , 7.2 6-7.3 6 (4H.m) . 7.4 
7 (2H.d.J = 7.6Hz) . 7.51 ( 1 H. t.J = 
7.6Hz). 7.82(lH.s). 7.92(2H.t.J 
= 8. OHz) 

10072] (IUCM12) 

l-<3-7^7ow -1 h-4 s^rr* g 
-cU/'jy-4-Tg> ^(»m) 

4- ^^75^-1- [3- (tert-rHi/ 

^df-^rsy ) 7nt;n -iH- f sryf4. 

5- c] ^r^'JVSOag (0.06 9 5w>l) **V3. 
lOiWU *tWf<? 5*^-3!* [2 0%] O.lg 

eta*. i BwaaLfc. rjes**** lwetjwjs- 

— iSftU ^no^yUA-^^y— ;l — 32%fiWJ 
(6 : 3 : lv/v) SffiWht OBMKjOiHKffl**. 

'JJByrrtSASrtfTZL, 1- (3-7;/7nt 
A-> -lH--f5r/[4.5-c] dfyijv- 4 _ r 
5>-7« (0.0 2 90-ol) *W6fe»3fefc LT# 
fc. r«tW)Mg|l. SOt«5»fl:^«li:-aL 
fc. 

(0073] (SUtHl3> 

4 - f4 - (tert--rK» ^j»^-yt>Tj=y) y^-zb 

2,4-y^DD-3-iho^/»JV0.72g (2. 
9 7-oD AVN - ( tert- f \-*is*))^X-A>) - 
\.A-*rr*j-r9-y0.5bx (2.9 7«ol) ih 
UX-?-/wrSVl 2.1*. 7 O-CClfflftLT 1 . 5«HB 

U *«t. «tt (MgSO»)tt. *ET»JR*S*L 
fc. *aK-n-^**r>-yx*-/VO£— t-;p ( i : i v / 
v)Thy^- J tU--hUTjPEL. 4-[4-(ter 

t-rH^^Ti/) r^-/pr=y] -2- 

^DD-3-Z|.DW^0.9 7g{2.4 6«ol) 
t«ft»*(Bp : 12 5—1 2 6.5*C) LT» 

(0074] 1R (KBr)cr' : 3340. 328 
0. 1 680. 1 540. 1520 
•H-NMR (CDC Is) * (pp.) : 1.46 (9H. 
s). 1.63 (2H.m). 1.78 (2H.m). 3.' 
1 9 (2H.q.J=6.4Hz) . 3.47(2H.q.J = 
6.1Hz) . 4.68 (IH.br) . 6.4 1 (lH.b 5 
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r) . 7.52 (lH.t. J-7.7fe) . 7.74 (1 
H.t.J-7.8Hz) . 7.91 (lH.d.J-8.4H 
z) . 8.1 1 (1 H.d. J=8.4Hz) 

10075] <mttmi4) 

5^) 7»<U7Syl -^ -»aD^yi;v^ 

4- [4- (tert-rh4f^*^Jtf^rsy) 

(1.27«Dl) *X*y-/H 3.1t»PL, ttfcf 

10 " 2 ** W,1 °* <4.43aol) tloAl* 

EttflHKLafc. KI5«5-2N-T>txr*4cJ|»lt. 
7uo*/PAT20*iilJU ft* (A**) . tttKN 
a»SO«) ft. «EF**i**U:. Bat^y*** 

■ftx*-* ( 2 : 1 v/v ) mXWHzJ: 0 3ttft£**>. 

-rsy-4- [4- (tert-rh^^dfx/prs 

(0.3 29mo1) tttfittAfc l/rft*:. 

10076] IR (KBr)cr' : 3270. 168 
0. 1 54 O. 760 

•H-NMR (CDC Is) 8 (pp.) : 1.4 4 (9H. 
s) . 1.64 (4H.m) . 3.17 (2H.q.J=6. 
0Hz) . 3.27 (2H.t. J=6.6Hz) . 3.89 
(IH.br). 4.15 (2H.bs) . 4. 59(1 
H.br) . 7.4 7 (2H.m) . 7.77 ( 1 H.d. J 
= 7.6Hz) . 7.89 (lH.d.J = 7.2Hz) 
(0077] (30tf*15) 
30 1- T4- (tert-rK^yn u-K^ys j) 
/H -4-?do -1HH S^V r4.s-.-1 

3-T$y-4- [4 - (tert-7>*S^;HKXrt,T 

sy) T+iVT 5 y ] -2-^on*yy>o.i4g 

(0.384—01) t=h'JX^5|-yph*^^-h0.3 
2.1 (1.9 2«oJ) «:Jnx, 1 0 OTCtCWRLT 1* 

9J—fo (150: 1—100: 1 v/v) »iiJS#»Cj: 
40 9. 1- [4- (terl-rmf^*A'#XA'TS>') 7* 
*7U] -4-7DD-lHMS^/[4.5-cJJf 
yy>0.12« (0.321-al) SriSfffe»*(m 
p: 14 8-1 5 Or) t LTWZ. .IWiW)*** 

[0078J IR(KBr)cr':1695. 1510 
'H-NMR (CDCI,)J (pp.) : 1.4 2 (9H. 
s). 1.62 (2H.m) . 2.06 (2H.m) . 3. 
21 (2H.q. J=6.4Hz) . 4.58 (lH.b 
r) . 4.65 (2H.t.J=7.4te) . 7.66 (1 
0 H.t.J = 7.2Hz) . 7.72 (lH.t.J=7.6H 
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*) . 8.02 (IH.s) . 8.13 UH.d.J-8. 
4Hz) . 8.21 (lH.d. J -8.2b) 
(0079] (fgftfll6) 

yT4.5-c1*y»Jv<r>»* 
1- [4- (t«rt-rh#^iHK=iPTSy) 7"-f- 

*0 -4-^qd-i h— r sry [4.5-c] 

'Ji-O.lOs (0.267aol) t«Ht>f-^>6«lt: 
JHBU MJ7AoroaH*0.2 1«l (2.67wl) * 
aoi*»Tl««fLJt. EKWHSETftftU It* 10 

feii N-*iM:^hu^A*»«2.iav«a*tJoi 

T^oosfc/PATSBftaiU ft* (NaaSO*) ft* 
£ETftftL£. Httfrs^x-f-Aoc—T-rt^ (Wfcx-f-uv 

- -4-^od- iH— < *ry 

[4.5-c]*yy»>4 5v(0.164wl) *&8 

10080] I R (KBr)er' : 3400, 295 
0. 1670. 1520. 1360 20 
1 H— NMR (CDCli) 8 (ptm) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t. J-7. 
21b) . 3.03 (2H.bs> . 4.53 (2H.t.J 
=7.4fe) . 7.56 (lH.t.J = 7.4Hz) . 7.6 
0 (lH.t.J = 7.5lte) , 7.97 (lH.s) . 8. 
02 (lH.d.J=6.4lb> . 8.04 (lH.d.J- 
6.4Bz) 

(0081] (Sat«17) 

i-(4-rs/y»it>)-i H - < fg^/fi 
c1V^-4-7^gffiy 30 
1- (4-7Sy7f^) -4-^no-iHHSf 
V*[4.5-c] ^>»40ii(0.146h>I) tit 

fflWRiewcAiu y*y-iP8«i&t*»«rF«*T 

>'*=T4«lMii. 1 SO-ClcJBftLTHWttPL 

lN-*»ft^hy^A*ji«o.5«itlDifc. «faj 
ftSr^TXLx^y-A^/^WISALT. 1- (4-7*5 
Jf+fi,) -1H-- f 5rV[4.5-c] 
4-r5V14« (0.0548«ol) tftMlft&ISA 

(mp : 2 2 7-2 30. 5*C (iHK) ) * LT#fc. 40 

(0082] IR (KBr) cri : 3340. 318 
0. 1650. 1 530. 1 400 
1 H — NMR (DMSO-ds) 8 (ppm) : 1.30 (2 
H.br). 1.39 (2H.m). 1.89 (2H. 
m) . 2.55 (2H. t. J-6.8Hz) . 4.59 <2 
H.t.J=7.0Hz) . 6.56 (2H.bs) . 7.26 
<lH.t.J=7.4te) . 7.44 (lH.t.J = 7. 
7Hz) . 7.62 (lH.d.J=8.0Hz) . 8.0 5 
(lH.d.J=8.0te) . 8.19 (IH.s) 50 
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(0083] (9910118) 

4~o^>rgy-i-r4- (^--ru^^ 

1- (4- ltert-7h*-sfi/Util=jUT$S) 7+ 
A>1 -4-^OD-lH— f=ry[ 4.5 -c] *y 
»J V7 0« ( 0 . 1 8 7moI ) CO'^Ts f2«l * 
Hi. 1 5 0T^=attRLT3l¥flBWfUt. «ET3*f! 

*«fc**U5T2BJ*a»U:. *ft**ft*lKfe*X 

^MJfefaMMTCftM,. ft* (Nat SO* ) ft. K 

?9?4—lZitL* ^oojfcji^-jc^y— 4>(l 5 
0 : lv/y) jKaWKUD. 4-O's^TSy-l 
- (4- (tert-rh^^^^ykTSy) 
-1H— f S^y*C4.5-c] *yy^7 9«f (0.1 
77«b1) *aft«3fe(mp : 1 51~15 3. 5r> 

tux**:. ^w<,<og) j)jKJ > w r -^ttaToaao-c 
**. 

(0084] IR (KBr)cr' : 3380. 331 
0. 7930. 1680. 1595. 1540. 124 
5. 1160 

•H-NMR (CDC I.) 8 (m) : 1.4 2 (9H. 
s) . 1.58 (2H,m) . 2.02 (2H.m) . 3. 
18 (2H.m) . 4.55 ( 2H. t . J = 7.4fe) , 
4.55 (lH.br) . 4.95 (2H.d.J = 5.6H 
x) . 6.03 (lH.t. J = 5.6Hz) . 7.23-7. 
36 UH.m) . 7.47 (2H.d. J = 7.6to) . 
7.51 (lH.t.J-7.8lte) . 7.75 (1H. 
s) . 7.90 (2H.d. J=8.0Hz) 
(0085] (SOtM19) 

d ♦yny-4-rtv^ 
4-^V^r$y-l- [4- (tert-7h****. 

sft^A-rsy) r-f-yp] -i f =^y [4.5- 

c] *yj>6 7« (0. 1 50ho1) t^FMS-IOf 
ML. *ft(f <55*>A-J)8R [ 2 OX] 0. 1 5 ** 
l»£2BIBlrtM«Lfc. RXMiriPXL. MEEFStt 
fc*£L£ftBft£-3'y#*'/kofr ?A^o-7 -f 
— fcftU ^oo^A-^^y— A~3 2XHft 
(6:3: lv/v) J: 9 gatttKOlMHft**. 

TAo» U JMI LTHHfc t-JTX L . 1- (4-TS yr* 
A>) -1H — (SrV [4.5-c]4ryi;>-4-T 
5 > 1 4as ( 0 . 0 5 4 8-ol ) fcftft&fisffe UTft 
fc. i«t.W5«tItt % ItdtMl 7<Ofc£*fc-9:L 
fc. 

(0086] (»tM20) 

1- T3- T T4- (s;?,^^) -i-g/c 
[4.5-c1#ytj>-4-7 ? v < »^ fft 
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a) ^ooMt0.10g(l.lM>l)St;i-(3 

-rsyrotrAO -ih-ws^v [4.5-c] * 

/'J>'-4-75y0.24g < lmo\) ZN.N-iS* 

7S/TOtT/W - 3 -X-f-^A-^W S H • fflKffl 
(EDCI ) 0.29s (1.5-oD *ia£T*aTl 

^OD3M,A-/^/-* (10: lv/v) T3l3ttaj 
Lfc. *flM****-C»S*U «KNa:SO<) 
«. UffiTjWI«-«*UT. 1 - [3- C (*oor-fc 

■f-iP) ray] mtrin -ih— f srv [4.5- 
c] *sv>-4-T$.y<nm&aai**mi. z<rxt£ 

[0087] b) a) T»«lfcl- [3- [ (*Q 

nrtf/n rsyjrne*] -ih— rsrv 
[4. 5-c ] Jfy 1/^-4 -T5y«ffl^jfi*«rxy 

>'-A'5il(anfl > 4- (a^xXJtoth*^) 
U^>-«0«a0.14s (0.4 7 2aaol) JUflHMe 
tthy>i48mg (0.5 6 6«ol) £J0£, 7W 

ntwaeeu:. ;fw%*3"»LTi**. «tt«sr 

fcftU ?on*^-j«fy'-*{30: 1—20: 
lv/v) M«*Mz£9. 1 - [3- [ [4- (y7i 
H*>-> - 1 -«*tu y^r-fe-f-yv-] rsy]r 
UtTvP] -1H-4 srvt4.5-c]*/y>'-4 

-T5>-20«g(0.0 3 64«ol) *S»felHWfc 
*. 

[0088] IR (KBr)cr 1 : 3320. 165 
0. 1 525. 1 070. 700 
'H-NMR (CDC I 3 ) * (ppa) : 1.70 (2H. 
m) . 1.86 (2H.m) . 2.19 (2H.m) . 2. 
27 (2H. t.J = l 0.4Hz) . 2.74 (2H. 
m) . 2.98 (2H.s). 3.39 (2H.q.J = 6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H.t.J- 
7.0Hz). 5.49 (lH.s). 5.60 (2H.b 
s) . 7.21-7.36 (lOH.m) . 7.38 (1 
H.t. J=7.2Hz) . 7.51 (lH.t.J = 7.7H 
z) . 7.8 2 (lH.d.J-8.2Hz) . 7.89 ( 1 
H. s) . 7.9 0 ( 1 H.d. J=8.0Hz) 

[0089] (IOt«21) 

1- C3- (7^JA>75y) 7 DKJH -IH-^g 
^/T4.5-c1 #y'Jy-4-75V<^tf 
1- (3-7S/7DW - 1 H-4 =rV [4.5 
-c] =«fy"J>-4 -T = >-0.24g ( l-ol) *N. 
N-i/'/f^/PATS K3 0«ltr»«L» T^UiHtt 
7 5mI (1.1 awl) AVI- (3-y>f/P7S/7 
DtA<) -3-Xf^/Pstfs^SK -1HBB0.2 9 
S ( 1 - 5mo1 ) S:lniSaT3. 5WW Lfc. 6UG 
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9J-n, ( 1 0 : 1 v/v) T4BMftBLfc. 
tt*Ti!t»U «* ( Nai SO* ) flL MET**** 

«U *'no*A'«fc-**y-/P (8 : lv/v) *£■ 

rh'J^Al^-hUTWKL. 1 - [3- (T^'JA'T 
S>) 7DtA-] -lH—fS*V[4.5-c] *tJ 
U^-4-TS^O. 148 (0.4 74k>1) taWfe 
»*(mp : 17 3-17 51C) fcl/CWfc. C<0fc<0 
10 WWtWf- * UJiT^i D T*i . 

[0090] IR (KBr)cr' : 3330. 320 
0. 1630. 1525 

•H-NMR (CDC Is) * (ppa) : 2.25 (2H. 
m) . 3.47 (2H.q.J-6.5Jtz) . 4.61 (2 
H.t.J=7.0Hz) . 5.47 (2H.bs) . 5.7 
(lH.br). 5.71 (lH.d. J=10.4Hz) . 
6.09 ( lH.dd.J-1 6.8. 10.4Hz>. 6.3 

2 (lH.d. J-l 6.8Hz) . 7.33 (1 H.t. J = 
7.6Hz) .7.53 ( lH.t.J = 7.8Hz) .7.83 

70 ( lH,d.J-8.4Hz) . 7.92 (lH.s) . 7.9 

3 ( 1 H.d. J=8.2Hz) 
[0091] (9EMM22) 

1- T3- f T4- (^^^h^y) -1 -tr^ 

rVT4.5-c1 *yiJ>-4-7-5><r>^£ 

1- [3- (T^U/PTSy) TtreA'] -1H — (5 

//[4.5-c] *>"Jy-4-75>'0. 128 
(0.406hdI) ^/-MOiiemt. 4- 
(y'7a-W h^) tr^Us^V-aaHBO.l 38 
30 (0.427awl) &V«afcMW-hU«>A3 8af (0. 

447-dd tan*, lwwsaaufe. Tmrera 

0 : 1 v/v) JgaJS^tJ: 0 B«ttJ$r**>. ffiKVStt 

x— ^^"ChU^-iP-hLTSnKL. l-[3- 
C [4 - (y*7iX/P>h^) -l-trivfyyc 
/win,] r = y] t-okjh -ih— r s*v [4. 

5-c] */»J>-4-75^7 5« (0.1 3 3aaa 
1) fcfiWfclB* (mp : 1 78—1 82"C) kLT» 

40 Z<r>h 9vnh\ W T-*tt«Tg>a 0 T&S . 
[0092] IR (KBr)cr' : 3330. 320 
0. 1640. 1530. 1080. 700 
'H-NMR (CDC Is) * (ppa) : 1.6 1 (2H. 
m) . 1.84 (2H.m) . 2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 (2H. t. J -6.0Hz) . 
2.54 (2H. t. J -6.0Hz) . 2.74 (2H. 
m) . 5.48 ( 1 H.s) . 7.21-7.54 (1 1 
H.m) .7.51 ( 1 H.t. J -7.7Hz) .7.83 
(1 H.d. J -8.4Hz) . 7.9 1 (lH.s) . 7.9 

50 4 ( 1 H.d. J -8.4Hz) . 8.68 (lH.br) 
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[0093] (XHM23) 

i- T4- (r»un,TS/) -IH->f5y 
/r4,g-c1^/y>>-4-7^v<»^a 

i - - ih-* s#"/ [4,5- 

c]^yy>'-4-rS>'0.26 8 ( lal) S-N.N 
->?>f-rt^^AT5 F3 OaltCSSL. T^UA«7 
5 ill (l.lHBl) JUfl- (3-y>f-/PTS^rn 

-3-x^-^a«ik^sf <a«aao.29« 

( 1 . 5-d1 ) *ioi*»"Cl «Wf Lfc. £UB«{C* 

y-iP ( 1 0 : 1 v/v) T41M4a}Ufc. ttMtefttt 
*TftjfL. «H (Na>S04)tt. KfiET8tt*ra 

U ^nD*^->^/-A- (10: 1~8 : lv/ 
v)*aiWHcJ:9. 1- [4- (T^'JiPTSy) r 
♦UW -1H-4 5**/C4.5-e]*yy>'-4- 
T5V90mg (0. 2 9 1 mm o 1 ) £i»*fe®3fc 

(mp : 176—1 78*0 bLXWZ. ZM>0>*>to 
5eWr-*ttl2lT*Si *)-Ct>h. 

[0094] IR (KB r ) or 1 : 3320, 320 
0. 1 640. 1 530 

'H-NMR (CDC la) 9 (urn) : 1.65 (211. 
m) . 2.04 (2H.m) . 3.40 (2H.q. J=6. 
7Hz) . 4.58 (2H.t. J=7.2Hz) . 5.50 

(2H.br), 5.52(lH.br). 5.65(1 
H.d.J = 10.2Hr).6.O3 (lH,dd,J = 16. 
8. 10.4Hz) . 6.27 ( 1 H. d, J — 1 7. OH 
z) . 7.3 3 ( 1 H.t. J = 7. 61b) . 7.53 (1 
H.t. J=>7.7Hz) . 7.83 (lH.s). 7.83 

(lH.d. J-8.6te) . 7.93 ( 1 H.d. J=»8. 
4 Hz) 

[0095] (»CM24) 

1- T4- r T4- (y7T ^K*v) - 1 - e^ 
W*-ruK/AfiA ts yi -r +tv\ - 1 H->r 
V T4.5-C1 ♦yijy-i -TSy^ 

i- [4- (T?i»/w-sy) r^pj -1H- r *r 

V[4.5-c] +yy y-4-7Sy8 5«g (0.27 
5 *-X*y-jU7«lfc:»J*U 4- (y7i^ 
* t^'J flUtoa 8 8« (0.288m 

I ) fi.MftfMcjfc-f h y «7i» 2 5«g (0.30 2hdI ) * 

»i, lwnmLfe. LT«8*. *»« 

ftL*:. ?OD*;W->^y-rt, ( 50 : lv/v) jg 
a«*HcJ:DBW***K>. W«MH*x-x*Thy 
■f-jLU-rLTfrTKL. 1- [4 - [ [4- (5?7*2 
a-^ h*^) -l —}£**.}} sryrxms-i/n ts yj 

-1H-- < *f>/ [4.5-c] *S>J>-4 
-TSV48«g( 0.083 2«»1) ZB&ff*. (m 
p: 174-176-C) fcLTIW:. .I<Ofc**>4r5t* 
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(0096] IR (KBr)ar' : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

'H-NMR (CDC 1 j) 9 (pp.) : 1.48-1.6 
3(4H.m). 1.77 (2H.m). 2.01 (4H. 
■) . 2.30 (2H. t. J«6.0Hz) . 2.44 (2 
H.t. J«6.0Hz) .2.63 (2H.m) . 3.28 
(2H.q, J = 6.5Hz) . 3.37 ( lH.m) . 4.5 
6 (2H.t. J=7.2Hz) . 5.42 <2H,bs) , 
10 5.47 (lH.s) . 7.21-7.35 (1 1 H. 
m) . 7.51 ( 1 H. t.J=7.7Hz) . 7181 (1 
H.s) . 7.82 (1 H.d.J = 8.0Hz> .7.92 
(lH.d. J-8.0Hz) . 8.58 (lH.br) 
[0097] (H*H25) 

i - r 3- r f4- r (4- ^a D 7T-») 
o^l-lHH5y/f4.s-cUyjy-4 
l- [3- (r^y^rsy) 7otr^j -ih— f s 

2D //[4.5-c]*/yv-4-7S>'50«j(0.1 
69ho1) j&i^y-A<5«l««WL. 4- [ (4-? 
nn7i^;H 7i-^h*y] t^'jy'y • «Kttt 
6 0« ( 0 . 1 7 gaol ) &C*Ktt*S<*-h y »7A 1 6. 
g (0.1 86-oD fcaiTlBWMSLJt. 
SrML&ft. ***S3tU WtfcT^S 

(4 0 : lv/v) *iti*#CJ:9Stt*J***>. »ttg? 

*»i-fA-rhyfai/-ntfBU. i - [3- 
30 -1-e^y^vT-D/ty-fA'] rsv] 70^] - 

1 H-4srV [4.5-c] 4fyy>-4-TS>'4 
Ons (0.066 9naol) 6a€s»*(mp: 170- 
1 7 2. 5C) fcLTfc*:. ;«tmMWf-^ 

[0098] 1 R (KBr) cwr ' : 3 3 2 0, 320 
0. 2940. 1640. 1530. 1080 
'H-NMR (CDC la) S (pp.) : 1.59 (2H. 
m) . 1.81 (2H.m) .2.13 (2H.m) . 2. 
20 (2H.ra) . 2.37 ( 2 H . t . J = 6 . 0Hz) . 
40 2.54 (2H.t.J = 5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H.q.J=6.4Hz) . 3.40 (1 
H.m) , 4.5 9 (2 H.t. J = 7.0Hz) .5.43 
( lH.s) . 5.4 5 (2H.bs) . 7.2 3-7.3 
4 ( 1 OH. in) . 7.51 ( 1 H. t. J =7.6Hz) . 
7.83 ( 1 H.d. J=8.4Hz) . 7.91 (1H. 
s) . 7.94 ( 1 H.d. J=8.4Hz) . 8.5 9 (1 
H.b r ) 

[0099] (SBKW26) 
l - T3- (4-»o mi,7-»y>f>UTgy) me 

» ^1 -!H-^5^/r4.5-c1#yiJ>-4-T 
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i - (3-rsymhfA.) -iH— i srv*[4.5 

-c] *y»J>'-4-TS^0.24* (ImI) *N. 

B»0. 1 lal < 1. l«ol) &V1- O-^-f-A/T 
5 yrotA-) - 3 -Xf-^^iUdC^ 5 K • ttffiHS 
0.29s (1.5-ol) SraniSflTlfcJttfL*:. K 

B«<c*B*^jni. iwtx^r3i3«iaitJt. 

•****T»»U CStt (Na,SO,)ft. «ffT* 
«€r**Ufc. »*t-x--5^36fc*Try*-*W- 
hLT^TSU 1 - r 3- ( 4 -?DDA'^/'-f A'T 
£y ) rotA-] -1H-4 S^/f4.5-c] #y 
•J>—4-r5>-30«g (0.0867«ol) 

or**. 

[0100] IR(KBr)cr':3330. 320 
0. 1 650. 1 530 < 
'H-NMR (DMSO-ds) * (ppa) : 1.91-2. 
04 (4H,m) . 2.26 ( 2H, t, J =7.4Hz) . 
3. 1 2 (2H.q. J = 6.2Hz) , 3.64 (2H,t, 
J=6.6Hz) . 4.59 (2H.t. J = 6.8Hz) . 6. 
58 (2H.br). 7. 2 6 ( 1 H. t . J-7. 4H 
z) . 7. 45 ( 1 H.t. J = 7.8Hz) . 7.62 <1 
H.d. J=8.0Hz) . 8.03 ( 1 H. d. J = 7. 6M 
z) . 8.0 5 (lH.br) . 8.20 (lH.s) 

[0101] <3Ut«27> 

u^vr^y^in rs/i roan -ih-^s-t 
>/r4.5-c1»yij>-4-ygv < y>A^ 
1- [3- (4-^Dnrt-y^/-(rt/7S/) roe 
^] -1H- f S^/[4.5-c]A?/«jy-4-7 
S>-2 5«g < 0. 072 2— ol) . 4- 
)•#£✓) ^•jy>'-«BRi44K(0. 1 4 4-oD 

u 4 o « ( o.28 9»i ) fcN.N-y 

>f^*/Pi»7S F3«l«*rc\ 1 0 0*C4CjfflRLT 8^ 
JUL. KJKNajSOO «. *EET*«£H£L*:. 
a*n,J>-jt?s—ti, (150: 1~70 : lv/v) » 

ajB^ti o a«w«!S:j(Mr>. j»ff£«ix-f^t h y 

f-iU-hLT. 1- [3- [ [4- (^xz^/h 

-l-e^u-;^/^] 7$y]7nt 

>W] - lH--f 5^/[4.5-c] UV-4 -T 
5V1 5«c (0.0260-ol) S-afi»3fe (mp : l 
58-1 62.5*0 bLXfitl. Z<T)i>n<MHt?m 

t - 9 \mr<rm o t& h . 

[0102] I R (KBr ) or' : 3200. 164 
0. 1 530. 1 070. 700 
'H-NMR (CDC lj) S (pp.) : 1.6 2 (2H. 
m) . 1.77 (4H.m) . 2.10(2H.m). 2. 
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1 9 (2H.m) . 2.29 (2H. t. J-7.0Rz) . 
2.34 (2H.t.J«6.4lte) . 2.69 (2H. 
m) . 3.35 (2H.q,J=6.5Hz) . 3.40 (1 
H.m) ; 4.58 (2H.t.J = 7.0te) . 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 lH.m) .7.51 (lH.t. J=7.7Hz) . 
7.8 2 (1 H. t. J-8.4Rz) . 7.92 (1H. 
s) . 7.93 ( 1 H.d. J =8.2Hz) 
[0103] (SOt«28) 
10 1 - T3- (S-»pnnA V»y^T5 j\ -rot? 
JUl -lH-^S^/N S-e^yuv-^-T 

l- (3-rsymejp) -m— (srv[4.5 

-c] */'J>-4-7S>0.3 2g (1.33—1) 
tN.N-^-f-*>*A'ATSH4 0«lC«SL. 5- 
?DDaW0.15il ( 1.4 6-ol) *tfl- (3- 
VX+n,T~.JTr3tii,) - 3 -^i^H^'JA 5 H 
•aBWB0.38s ( 1.9 9— ol) £an£2BaTl Wt 
ffUfc. «B»=**»tf.. W*X*-*/C2H3 
20 ont^-^jry- (10: lv/v) T2EH*ilJL 
Jt. fflMMMMrCMtU (NaiSOi)lt. 
JtHt-ISBET«*L.fe. Hilfrx— f/l/c h «J -f-o. 
M/CWRU 1- [3- ( 5-^on4^>-^y>f/p 
TS^) 7oe*] -lH-fS^/[4.5-c]4; 
yU^-4-7SV0.1 6g (0. 445-01) 

[0104] I R (KBr) ar> : 34 7 0 . 3 2 9 
0. 1650. 1525. 1395 
30 »H-NMR (DMSO-d.) <T (pp.) : 1.62 (2 
H.m) .1.70 (2 H.m) . 2.00 (2H.t.J = 
7.0Hz) . 2.12 ( 2H.t. J=7.4Hz) , 3.12 
(2H.q. J = 6.3Hz) . 3.62 (2H.t. J=»6. 
2Hz) .4.59 (2H. t. J = 6.9Hz) . 6.6 1 
(2H.bs). 7.26 ( 1H. t. J = 7.6Hz) , 7. 
45 (lH.t.J = 7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (1 H.d. 
J=8.2Hz) . 8.2 1 ( lH.s) 
[0105] (9EMM29) 
40 1 ~ T3- T (4- f^t ^h^s.) - 1 - K^ 
Vl**"*** y^it/l T?y i yptfiul -i h-^$ 

r 4.5-cl4r/'lV-4-TSV<n^tf 
1 - [3- ( 5-?00/lvO^y4A- T = y ) 7DIT 

*•] -ihh srv [4.5-c] *yyy-4-r 

5V50« (0. 1 39-oD . 4- (y7x^M h 
*£✓) e^ys^>"«HWB4 2M (0.1 3 9-ol) A 
V«BW'J^5 8i{ (0.4 1 7— ol) £N.N->*> 
f^*/Ui7S F 3bIi*>t. l o QrZ£M*LT7*HQ 

so Jt. aait-r/Ps^^A^o^h^T-f — icftu 
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10 



20 



?oa**wfc-.X ( 1 O 0 : 1 — 7 0 : 1 v/ 

v) mmm^tzx omttmtmih. **«£»x-t^ 

'jy-4-7;y20ig (0.0 3 38— d!) frS&JB 
*(mp : 1 52—1 54r> fct,T»fc. £«><»<0*> 

[0106] lR(KBr)cr>:3330, 320 
0. 2940. 1640. 1530. 1070. 700 
'H-NMR (CDC I 3 ) * (ppa) : 1.50 (2H. 
m) . 1.64 <2H.a).1.69 (2H.m) . 1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) . 2.20 (2H. t. J = 7.4to) . 2.30 <2 
H.t. J=7.2fe) . 2.70 (2H,m). 3.36 

<2H.q.J=6.5Rz) .3.41 (IH.m) .4.5 
7 (2H.t. J = 7.0fe) . 5.45 (2H.bs) , ( 
5.49 (lH.s) . 5.94 ( 1 H. t.J=5.8H 
r) . 7.21-7.37 (1 IH.m) . 7.52 (1H. 
t.J = 7.7lb) . 7.83 (lH.d. J=8.4Hz) . 
7.90(lH.s). 7.92 ( lH.d. J = 8.4lfe> 

101071 (9mmso) 

1 - T 3 - < 6 - ro^»^ WS»TPK 

/H-iH-^sr>/ri.<s- ci»y.)>-4-T 

1- (3-rsyT-atryU) -1 H--< 5^/ [4.5 
-c] *yy>'-4-rS>'0.24« ( l-ol) *N. 
N-y^t^rt'irs K3 0«lfc3B«U 6-ro* 
*7Ta>H0. 2lg (l.iwi) - 
f-A-r s /rnert-) - 3 -x^-a^a^s;.* s f • * 
kso.298 (i.5«dd &mt. «rci«w*t, 

*(NwS04) ft. *ErS**«*U:. f»«x 

— r-AS £>HrtcT h y -f\a.l^— h LTyEL. 1 - [3 
- ( 6 -zra^*-9-s4 A'TSy) rot*] - i h 

— ' f SrV[4,5-c] VJy-4-7SV50i« 
(0.12 O-ol ) ZRB&Bttib LXnti. 

10 1081 IR (KBr)er' : 33 30. 320 
0. 1 540. 1 540. 1395 
'H-NMR (DMSO-ds) 8 (ppa) : 1.36 (2 
H.m), 1.52 (2H.m). 1.70 (2H.m). 
2.00 (2H.m). 2. 1 0 (2H.t.J = 7.0H 
z) . 3. 1 1 (2H.m) . 3.60 (2 H.t. J = 6. * 

^» W?!(fc a Jfc 

YArKfy^SWU—h (SP-20) 
S VX+>WM 7 Tot A ( I PM ) 
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*8fe) . 4.59 (2H.t.J«7.0fe) . 6.56 
(2H.bs) . 7.2 5 (lH.t. J -7. 4 to) . 7. 
44 (lH.t,J = 7.4to) .7.62 (lH.d.J = 
7.81b) . 7.95 (lH.br) . 8.03 (lH.d. 
J = 7.4to) . 8.20 (lH.s) 
[0109] (Xftfl31) 

i - ra- r ta - r^am^ ) - 1 -e^ 
f 4. 5~ e i » y ii v-4 -ra ***** 

1- [3- (6-ro^^y-f/PT-sy) ynt 
A-] -1H-- f 5rvr4.5-c] *>MJ>-4-T 
5V4 5«g (0. 1 OS— ol) . 4- (S>7xXAo«b 
*S^) etUife* • fflBRSe 5« ( 0. 2 l. 5md1 ) R 
UXaUrW*5 9mg (0.430hoI) e-N.N-i^X 
f-yW;^7S H3b1*. ] oo"c«ns»Lr8^BBt 

•£« (NaiSOi)tt. *ffTW**«*L*:. as* 

■l*—3*9S—i\ir (1 5 0 : 1—70 : lv/v) 

<=j:9b«***k>. ww*«x— t^a-t h y u 

-hLTTOU 1- [3- [ [4- (y7a=JW>h 

-l -ws»^>«s*t/^jn rsv] me 
*] -1H- rsrr t4.5-c]^yy^-4-r 

S^28«« (0.04 6 2»ol) MWfeR* (mp : 

1 5 1— 1 5 5"C) k LT»fc. COtOOJHC?**?* 

[0110] IR(KBr)er>:3330. 294 
0. 1630. 1540. 1070. 700 
'H-NMR (CDCli) 8 (pp.) : 1.31 (2H. 
m) . 1.48 (2H.m) . 1.63 (2H.m) . 1. 
70 (2H.m) . 1.86 (2H.m) . 2.07 (2 
H.m) ,2.17 (2H,t. J=7.6te) . 2.20 
(2H.m). 2.27 (2H. t. J = 7. 6(b) . 2.7 
1 (2H.m) . 3.37 (2H.q. J = 6.5te) . 3. 
42 (IH.m) . 4.57 ( 2H. t. J -6. 8Hz) . 
5.45(2H.bs). 5.50(lH.s). 5.62 
(lH.t. J=6.0Hz) . 7.21-7.37 (1 1H. 
m) . 7.5 3 ( 1H. t. J=7.7Hz) . 7.83(1 
H.d. J-8.4HX) . 7.90 (lH.s) . 7.93 
( lH.d. J=8.2Hz) 
[0111] (Xtt0*32) 



30 



0.2s 
2.0g 
0.4s 
7.4g 

[01 12] 8 0t:tC*afcLn:yil,t^^y5'>U-*503Kh (SP-20) 2K<U«IHt£*0.2s*lo£iH 
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29 

tmmtt:. ztuz-z vx+ymjvTutn, ( i p 
m> 0.4 jstjoifcflL nc*g&8* (8 or) lt 

fcufcafeT?* U >-7 . 4 s Ztat . ffltf L$r#4£a 

[oi 13] (itte«i ) 

8ot:t=tt»Lfc-f yxfru>«5 8C*a»ff4 9 

888 1 5 fcr£lt02f2rC^-j£ Ltz4 S+tH0.5g 
*jD£l»«WKLfc. i/Lfc. ttS!i»W (8 OtJ) LT 
tfVifceft^-tUVl 9.5K*aq£. IWfL^^S 10 

(0 1141 (itWH2) 

0. 1 2%*J ^oWfclf (S'JtV***) €r* *>* 
[0115] (30ISH33) 

i«3 0 0-6 0 0 8<0lttt. Hart I eyJR^A^e 
•» h (■IAJfe:-'v6.U-) fcttJBLfc. KK££I*T. 20 
Ishiif, (Naunyn-Schaiedeberg's Arch. Pharaaco 
I . . 332.219-223. 1986 ) IZX 0«*SfUi:*85*-ttfc 

dXOMtv^ft. •MjC«*t:-e- i r«2-3-iO«W» 
frfcttOSiU **>4^2J^*fMW«***fcftL 
^. »tt±3 7-CCjUaL^5»ja[ (Krebs bicarbonat 
e«:NaCl 118.1*. CaCit 2.5«M. K 
H»PO« 1 . 2aM, KCI4.6aM, MgSOt 1.0 30 
». NaHCOi 2 5*. glucose 11.1*. p 
H : 7.6 5) fcillJtLfclOBlV^XSa&^WBS 
U 9 5%Oi. 5%COt«>a*jfir**»RUt. «* 

^f*- 9"- (NEC San-ei.Type 45195A) AVS. 
EEJlTisy ( NEC San-ei.Type 1235) fc^LT'f V 
?«U?fO— ^— (RIKADEMd B-50) ±tCffi»Lfc. 
[0116] aMdi 1 BH3 incubation LTa^fc.** 
( 1 0-»M) *tt4tT«Ma>*»*:. 

iwwt^m&2o^sn»«WL. 
[oii7] tx^ 5 >zjamuijtimi&i*iz . >r 5 

( 1 -H 1 H->f S^-y [4.5- 

&tf*W9Hfc*HUiDMSQ (^f-TV-XA^^F) 
( DMS OtfJV^Jf ^«M^CO«|«iaflBi 0 . 
IX) Ufc. 

[0118] (2) ex 

^«rHR«SOt^^5viaifc5 0%IWW«t» 50 
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me&1*»W& ( I Csttt) t:OTcrm 1 Xft 
«22» 24. 27, 2 9ftV3 1<0ft^f«i> f 7x^ 

[0 119] 
[*1] 



XI 





tttsxss vff« <ic«; 




>10"*M 






mfi2 2 


3.4X1 0**M 


WMI2 4 


4.0X1 O-'M 




1.8X10-U 


MMI2 9 


3. 4X10-K 


IOMI31 


2. 2X1 0'*M 



[0120] (9dt9)34) 
<l)ttt£& 

WW±4jMfcOBa 1 b/c"7*X (IE) SB*^l/7 
<«) J:OJmALl3fflBO«UWBkO«CI5«K:«L. 

Jt. 

loi 21 }9r-WKm<ntm 

o. 9%«^h V9A«»K2 osic-wh 9 ->tr 

— (Dereatephagoidespteronyasinus : International B 
iologicals. Inc. ;Lot. No. 14679) 1 K^jfiUL. 30al 
4Wt*S**-4 X#vh£&L. *»T\ 4 0 00-4 5 

0 0n«T**^^>CU«: (»*«TT**S*7-{X 

-r-fxut) . **i?-t-4XLizmmz5 0mi<?>miX!B 

t=SU SaT3 5 0 0rp.T5iHffiaS:ffV^ ±»«: 

jMo««f(c»Ln: (ssa) . c<o«^2Eaio3s 
tckw-it, araB. jwsctiffc. «** (ro 

*) T4-4r«»Ufci»nW (=#**«*) : Seamless C 
ellulose Tubiimg) *»A. B. Cfr**l<f*l*tA 

U 4xrro.9%«Hk^hy^A*»jsc*tLr- 

«. j§»ff:fif->fc. aW**T«. »»A. B. Ge>9> 
WHmkfVWft&fY (Protein assay Reagen 
t BCA Kit : PIERCE. Inc. ) TSBSl'. #4OiI»5 0 
Ojug/slO^V/^imStc^i 1 jtZ. 0.9%mft+ 

yvv^trnvsmLt:. ixi^<o3i8«fca^UT 

1 5sl«.1f UTtitrU^-f-A— T'tCl OslToiMtL. 
r-tS«»jfti: Lfe. C^SftliOffl^lT— 8 0TCT 

[0122] ®»ff& VSfi 

HH**dB*fcr=fiUKJ8iilC4<«r<0 1 SUM&anLfcfc 
*) S-fflv^ v>xo>!H»<O*Tfc:wtf>»aSr20Otfl» 

[ o i 2 3 j mauta@mm2 1 bakc. o.9x«^t 



3 1 

i-h\) *>J**mWiT2 o o u n/mi <n?>rt?mX!zim 

[0124] Q&msm&vmmm*tnwm 

iZ&MZVmtK. EMZU^ADKii owtt&frl''?!) 

ymmm (a-~yr*>i ssiravftAi) ca^ib 

fcftft2*±3r*>2j*ftTf7o*:) . «*««KfcHtT 
««ft(400/S)T\ 1 m* 1 csgfc OW tH B Mt fe 
frftU:. KM dttWt-&*) CJ:«mi«i»T«»( 

[0 1 25] »**<%> = ( (fttt&4FJtOlHlttft 
ft) ) xi 00 

[0126] «9&ttMftfe*>|IK 
[0 12 7] MMfi^ 

ftftfi-§- (t&tiaWfe : Occlusive dressing technique* 

*2 



(17) 
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* (ODT) ) 
*fc&«»6:*fe*»tAi*ttv^T^Tei^ftWt. ft 

m (ftftfl:£*) uw^msro*t3t«ij- 1- «*> 

2c«HtfCJMiU:. l*B»*«3J:dfc:?-r 

TtWffWBttf 7* (Johnson 3 Johnson (EDI CM. IN 

*Ufc. a**li-8E^fc»)50«kL. 

Jt 3 CXSftB J: 0 3 BISDH2 Lfc. 
[0128] ftSBB-ftfiB (Sftfttt ) -ftBBSB 

(*3B> 
[0129] (2) ftft 

S**K«Wf. «t«fc^*02?eRll\ 0.1 

2snswv?* ^y*>ftft<o#ftiifttiKor-«fi7 

[0130] 
[*2] 









M6*O0 




0.33*9.33 




mrtm* 






fe*t*w 


519.8*119.96 






164. 0± 3122 
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GI 



_ 9^' 

^ ^ — CH.O- ^ \ (CH2)m.COMH. (CH2)n.K , 



*NH2 I 



AB Title conpds. I ( X * H. halo; m . 1-9; n = 2-12). which show eosinophil 
mnitration inhibition and antihistamine activity, are prepd Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0 12 
g l-t3-(acrylamino)propyl]-lH-imida2o[4.5-c]quinoline-4-amine (prepn 
given), 0.13 g 4-<diphenylmethoxy)piperidine.HCl. and NaHC03 was refluxed 
overnight to give 75 mg 1 (X = H, m » 2. n = 3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with ICS0 
of 3 4 .times. 10-7 M. vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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